
E| * I # ^ ^ 

JAPAN PATENT OFFICE 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office 

m m *z n 0 

Date of Application: 2 0 0 0^1 2^ 40 

m m # -*§• 

Application Number: #JSS 2000-369007 

Applicants): A t>h5MB?*S#tt 



i 

) 
) 

) 



2 0 0 1 f£ 5|25H 



* ff ff s * ^2 f y| 'MML 

Commissioner, w*^L W I •^Pl^ 

Japan Patent Office 1 ^ 1 




ffiSE#-^ mSE# 2001-3043318 



#2 000 — 369007 



[&Tft] 

[ft*] 

[ft*] 

[ft*] 
[?§^#] 

[ftrnxtt^m] 

[ft*] 

[«F#tti«A] 
[^SfJ##] 

[ft*3a**$o 



00K1054 
C07C211/27 

«m/fiMm4-*g*£2 8 o 

*t3£JS;rr«r^4*S*^2 8 0 5 #^ 

3ft 

it^MJflMr^^^ff 1 ^ 2 8 0 5#i& 
*ti»;rfffirS4-ffitf»^ 2 8 0 5#« 
«»;f[MTfJ^ : ?g*& 2 8 0 
000002200 

1 



ffi$E4f 2 001-3043318 



#2000-369007 
[38B'J##] 100108671 

[^M^ifi5#^] 013837 

21,000R 

wmm i 



2 



tBSE4# 2001-3043318 



#2000-369007 



mm*] 



w 



mxmi] [3] 
Mb 13 



te*P. Arte, yn-Jim. tfcltl %b<tt2 -t7f^SI:*U 

[4] 
[ft 2] 



A* 



Me 



CF 3 ' 




HN 



Me 




[4] 



1 



ffill#2 001-3043318 



#2 000 — 369007 



[5£tfJ, Arte, 7iiM, tfcltl : bL<lt2-±y^JVm^mL. * l±, 
"H5^iK*rs^fc{cj:»j, 5£ [5] 
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, ^ [1] 
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[ft 5] 



Ar 

A* [2] 
H 2 N Me 



[5£tf», Arte. 7x-Jl/|, tfeit 1 %b< &2 - ^7 U * tt, 

[ff^3] — flfcsS [3] , [4] , [2] , ttcit [5] Tf^StlSft-^® 

a 

[»#^4] [3] 
[ft 6 ] 




[5£tff, Arli, 7x— ;i/S, 1 t»0<tt2 -^7^-^/J£&^L, * te, 

[Shffcg5j -jKsS [4] 
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lit 7] 



Ar 



HN 



A* 



Me 



CF 3 ' 




Me [4] 



[»#3S6] -jR5£ [3] [4] T^3*l£ft^»©5i#fb3*#, R# ( 

[0 0 0 1] 

[0 0 0 2] 

05*.tf, ^h-MJ7MDjif^ (2-hy7;i/tn^f;i/« 

it. J. Am. Chem. Soc. , 112, 5741-5747(1990) tCfg^ $ *IT £ U , J. Chem. So 
C, Perkin Trans. 1, 2039 (1985) fB«<Z):t * */ A$|2§fl£©^?rit^£##&C L 
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t&&lx^&o *o)<t¥i&m&£zfyb¥Mmiz. -eti-etu h%, 7 6% e 

e (S) 

[0 0 0 3] 

^^-h'J7;i/tn^f;i/ft (3 - h y yjixnt^jim #H!¥ 

9-278718 tC?R^StlTfe»J, L -V^^I/KIC «k«3t^SaS:ff V^ 

^;ft, 4 5%, 6 0%ee (S) T'&U, #^£MII<Z)^»^<mb^lK^& 
J:tf3fe3MSfi&li, 5 5%, 5 0%ee (R) Tf&S. *JUh~ 

3t^M^J£. -eil-^tl, 19%, 8 7%e e (S) T*3b& (J. Am. Chem. Soc., 
112, 5741-5747(1990)) „ 
[0 0 0 4] 

^7-MJ7WD^f^fl! (4-h'j7;i/tn^f;i/^) 0>4B^fcJ:, J. Am. 

Chem. Soc., 105, 1578-1584(1983) tC#^ £ *iT £ U , L - N - T^^-Jh U 4 

LTV*&„ -£©ftS£JR^££tf#^tt i &W:, ^ti^ti, 19%, 6 0%ee (S 
) 4 -trn y vj try S^XO^t (P 1 a n a r - 

c h i r a i) mmft&m^&&&m&tex-^y**mmwteTi/MtKj&izj: 

ot^T't, (-) -P h-P P Y * Zm^ZZLtlZk y, *SlSOS#:*«. 

$*lTV%&V\ (Chem. Commun. , 2000, 119-120) „ 
[0 0 0 5] 

[0 0 0 6] 

*^©MffiibT, 3fc3**SttN- (7;i^;i/^>^y-r>) - 
<»%4 7<»VY7.^r\;JrWtimtSi 1, 3 -:*3£M7G©W&tt#<tf;b*iT^S# 
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T*$>z>$u7kmftM-£iz. (b) t^vzmm&Hztym-t&zttfz* 

[0 0 0 7] 

[ft 8] 




[0 0 0 8] 

[5£tf», Rtt, TJV^JVm^mL. Ar^^^Ar^l T'J-^S&iU * 

iftjfr. Chemical & Engineering News, Septe 
mber, 4, 2 0 0 0 (D p 3 4 - 3 9 ICjJflftf^S tlT £ *J , #Ctf)*3r-Al 
T'S3H51'J, CD (Ar ! =7x-M, Ar 2 =3, 4 VyVHr^l/ 7 
x^;i/S, R= n -zfu tT;i/3£) 0>#^ ££te(D (Ar 1 =4-^ h^PJ/7x 

a r 2 = 3 — try r = * h**s%)itf-)i*?-)im) (Dm&\z 

J: y aittn?©-WWT^jei*Jtc< v^t)©h#il&4x, Sfc, (Dtii^7;i/iMffl 

[0 0 0 9] 
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W S ;V.? e HCO,H ^ 
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N ^Me n-Pr^ ^NH 2 MeO^O MeO^O 




5 £ ' 
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Et 3 SiH 
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[0 0 10] 



[0011] 

M*-&i> DE3819438£ Tetrahedron Lett., 30, 317-320(1989) X*\Z* ;* H3fS/ 

ft^ttSS) =*r^;i/*i#j»![ (b) T*m$iMv:tymifimz.&z.liifim& 

3*lTV*5 (TOftST'tD^S (a:b)te0:100) o _LfB<Z)#fF 
(DE3819438) £J. Fluor ine Chem. , 49, 67-73(1990) T*'t&* £f=.\$7v 
m<Dtt&Bmm&*JlbtiL (2&) {C=&oAr 2 (Rte*^;i/«. Ar^i^x 

iimtmzss) *?jvmmmw (to x^tm^m^® 

^JWffitST?©a^tt (a : b) ISBfflt^MttSSrtioAr 



2 (D^lCit^ 11:89 i:^L<<£Tt-^ 0 
[0 0 12] 
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Ut l o ] 




[0 0 14] 

##8H£#tt, ft^ifrffia -*^;i/-ifx- 3, 5- (b'J7Mn^f;i/) ^ 

>^Vl/T^ (#0 2 0 0 0- 1 4 24 6 0^) IC&V^, TIB 

^ [8] T*Bznziti?®<Dto7kmftMtf*^jiw%]mm (to T-^^fcia- 

o 

[0 0 15] 



8 



m$E#2 001-3043318 



#2000—369007 

[ft 1 1 ] 




[0 0 16] 
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tsffinjRr^ >tc^giu t-t?^ >*jKtitm&m-*&z.z.\z.£ 3ts*?stt 

[0 0 18] 
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[0 0 2 0] 
t&ifc-^ [3] 
[0 0 2 1] 
[ft 1 3 ] 






[0 0 2 2] 

[5£*, Arte, ££l£l tib<(j:2-t7f;i/S5:^L, * 

[4] 

[0 0 2 3] 
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[j£tK Arte. 7x- ;b 



5R##i-<6£iUCJ: »J, ^ [5] 
[0 0 2 5] 
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^MSEtt, -jR^; [3] T?a*S*lS3fe3*?Sffi>f 3 ^ [ 1 ] 

[0 0 2 7] 




NH 2 
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Tf^Sfts h y 7;i/tn^f ^;tii7x-^f m h> [2] 
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lit 1 7 ] 



[0 0 3 0] 

[5£cf», Arte, ^fclti %L<it2 -±y^;vm^mL, * 

[0 0 3 1 ] 

#3§0J!l±, -JK^; [3] , [4] , [2], £ fete [5] Tf^StlSfl; 
[0 0 3 2] 

#38i8i±, — jRj£ [3] 
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[ft 1 9 ] 



[0 0 3 7] 

[5£cfi, Arte, 7i-M, *>L<&2 --^^^afc^tU * 

[0 0 3 8] 

aMSWtt, -JKsS; [3] , [4] T*^£;ft3ftl^#J<£j&ttft^ 
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[0 0 3 9] 

75 >©SS^JS^r^fe^Cav^T#Jli^c^re"t-S- 
[0 0 4 0] 

3>&§gag"f sis® (^igg) ©Ho-«fc»j3&s 0 

[0 0 4 1 ] 
[0 0 4 2] 

[0 0 4 3] 

[2] T?aKStlS3t^?gffi— JK7 5 l-7ziMW 
5 1-1' -t7fMf;i/70, 1-2' -t7f;i/if;iy7<>^# 
If £>*l£o l-7x-;i/Xf;i/7^>fei:0!l-2' - 7 ^ ;i, x 

f^/T^^^K, 4t(C 1 -7xri;i/X^;i/7$ >#J: Lv*. i; 7c 

, ?Stt-t7 ^ > i: (i fc li s ^ji^fit 5 feft, "tfrfrbMmzn 

2>-mH [3] "e^StlS^tSffi>f 5 >JCfcR#£ fete S 3 

ti ©mias ii @ #j -r £ tkf&mnmitfMW. &c is & t jagft v n # w ti a j: ^ . 

[0 0 4 4] 

[2] T'^£;ft3ft^?S'[£-3&7 5 >CD^M*te> JiSm^ [1] T-*t 
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Mfflt n««fc <> i~i o^^st^i o<, #ic, i~5*e;i/*Ufi#,fc 

[0 0 4 5] 

^ [i] T?^s*is>r b C2] -e^sti* 

[0 0 4 6] 

y. jL^jisKy-gy. l/> 13 is y&<DttMfcik*$kft1fi&t.ls 

[0 0 4 7] 

xm&m&izis^xmmzti&wimmt. lt\z, ^y^y^^ym. p - h 

[0 0 4 8] 

*itf«fc<, o. ooi~i^3I*jffil<, #ic, o. oo5~o. 5^;i/ 

[0 0 4 9] 
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[0 0 5 0] 

^■[3] i*&2ti&ft¥t$&j $>*ft^mm"en&z.£tf"em&a &t=.. mm 

[0 0 5 1 ] 

[0 0 5 2] 
[0 0 5 3] 
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( h y 7i^;!/*x7/ >) ^s^a, >J>7uu [ifx (h'j7i-;i/ 
^^^^>) ] /\°^«7A, s^nn [tf* (i/7i-;^^7^;) 

tun [1, (y7x-;i/^7-f;) :/n/\°>] /n°^S/?a, i/^n 

n [i, (i/"7i-;i//jN^7^;) rt^Vyj*. *?#uu (l 

, 5 -s/^n*^* s;x>) /n^^/^a, s;*nn [tf* </<>^/— h u;i/) ] 
^7^fA, ^na [ifx (7th-hu;v) ] x^VuJ*. mm [tr* (h 

•J7i-MX7^>) ] A^^^A^CDA^S^^AM^A^lf ^tl^>o ^© 

&«t«G&/§V 0. l~5 0li%T'fe*J, 0. 5-3 0 

M*%#*?*L<, 4#JC, 1 ~2 0M*%# J: »;«P* LV\ 0 #lJS^©3c 

[0 0 5 4] 

jSStt-jRjS C3] T?^S*iS3fe3*?Stt>f ^>tc*f 
bt, 0. 0 1~5 0li%tfetJ, 0. l~30ii%^*L<, #{C, 0 
. 2-2 011%*U 
[0 0 5 5] 

[0 0 5 6] 

8c«3S7G©zKillJEfci:, 0. 0 1 ~ 1 OMP a T°2b »J, 0. 05~5MPa^ 
£L<,#(C, 0. 1 ~2MP a #J: »J#* l/V^ 
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[0 0 5 7] 

n->\^4f >^©fl|ffir^ft*3R^ ^y^fy. hjv^y. * 

i/^-\yym(D^mm.it^m^ mtt^uy. *nn*;i/A, k 2-^* a 

^;b^cDx^^;i/^s, *9J—j\s, x#y-;K n - >fn/W i-^n 
, ffiBK. ^ffc^cSKfik p - hJi^yxjnisym. 1 0 -^jyy r -xjv^ym^ 
-;k x#y-;b, i-^n/W-;i/, mm* I, <, #fc, ^ 

[0 0 5 8] 

S«3S7C©taiS*SHtt, -5 0~15 01Ctft'J, -2 5~1 £. L 

[0 0 5 9] 

&{C, K9>f FM^Jtc J:S^5Btc (mnii@(D^) Ko^TffcffllclB 
its. 

[0 0 6 0] 

K^-T FMjtMil btit (i-Bu) 2 AlH, (i-Bu)gAl, [ 
2, 6 - (t-Bu) 2 -4 -M e]Al (i-Bu) 2 , L i A 1 H 4 , LiA 
1H (OMe) 3 , LiAlH (O-t-Bu) 3, N a A 1 H 2 (OCH 2 CH 2 
OCH3) 2 ^07;^->)AA>f K7^ K^, Vtf^y, BHg-THF, B Hg 
• SMe 2 , BH 3 -NMe 3 , 9-BBN, N a B H 4 , NaBH^CeClj. 
LiBH 4 , Z n (B H 4 ) 2 , C a (B H 4 ) 2 , Lin-BuBHg, NaBH ( 
OMe) g, NaBH (OAc) 3. NaBHgCN, E t 4 N B H 4 , M e 4 N B H 
(OAc) 3, (n-B u) 4 N B HgCN, (n-Bu) 4 NBH (OAc) 3, 
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Li (s-Bu)gBH, K(s-Bu) 3 BH, LiSiagBH, KSiagB 
H, LiEtgBH, KPhgBH, ( P hgP) 2 C u B T h x B H 2> Si 
a 2 BH, ^-f-n-^jjf^^, IpcBH 2 , I p c 2 B H^(DtH ?m^4 F9 4 
F3?u EtgSiH, PhMe 2 SiH, Ph 2 SiH 2 , PhSiHg-Mo (C 

o) 6 *©;r>f w K^>f raww e>n*. liaih 4 , *; 

NaBH 4 feJ:tfLiBH 4 ^ib<, #IC, LiAlH^ityNa 
[0 0 6 1] 

F9>f K3S7u2&©^S*tt> Jilttt-^ [3] 7?^3tiS^?Stt>f ^ 
>{C*fLT. 0. 2 5^;i/^*a_h^Mt-tl«J: <. 0. 2 5~10^i*« 
0£L<, 4#fC, 0. 2 5~7^;b^4^J: LVn 0 

[0 0 6 2] 

t -^;i/*^;i/x--r;K ^^^cdx-^;!,^, B£^x^;k 
[0 0 6 3] 

A-f F^-f K387C©MS46Hl±, - 1 0 0 ~ 1 o 0 °C T*& »J , - 8 0 ~ 8 0 °C 
##*L-<, #tC, - 6 0~ 6 0 o C# J; 
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, m&m. mw. nm^ *^i*vu^vv^7j-m<bmmmyF*tf?z.h\z 

[0 0 6 4] 
[0 0 6 5] 

iiufcm&B*r zz.t.iz&vmm't&z.z: tux's 

n iz m c x & £ fi\ MTkms-M itttMyt «k »; * & l v ^jes&# % t 

[0 0 6 6] 

BBS©— jRsS [5] t^Sfts^tti- (h l J7Mn^f;i/ ; t;S 

[0 0 6 7] 
[0 0 6 8] 
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*7ibGC (CP-Chirasil-Dex CB) ICJ: »J&j£ 
[0 0 6 9] 

h;i/x> 2 7 m n:, t;i/h-hy7JWD^f;i/7i-;i/^f^h> 5 

. 02g (26. 7 Ommo 1, 1 e q) , (S)-l - y^—J\y^.^JV7S. y 
3. 6 7g (3 0. 3 3mmol, 1. 14 eq) £&ftM$& 0. 55g (4 
. 0 4mmol, 0. 15eq) &$g#U 43. 5 B#HMM^ U Iff^S 

[0 0 7 0] 
[ft 2 0 ] 

Ph 

CF3 N^Me 

Me [ 3a ] 

[0 0 7 1] 

•e^Stl^^tStt^ ^ > (3 a) ©ffi^ife 6. 64g5:#fc„ 
9 F-NMRJ:»J, 7 hD7°Mtt5:t«)3 o©Mte#©iB^&T?&£CI i: &i»S8 

*v&<t=.&>M s gmm*mmh. mm& 3. 9 7 g or*s5i%) zmr=.. mm 
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* £.®>tc B 

[0 0 7 2] 

[£13 





(%> 


10 3. 7 


10 2.0 101 


(p pm) 
. 9 




7 6. 9 


2. 5 5 


: 2.4 7 


1 




mmm cmfsa) 


9 9. 5 


1 . 0 9 


: 1.9 5 


: 1 





[0 0 7 3] 

1 1 6 - 1 1 8°C/2 mmH g 
L H-NMR (TMS, CDC 1 3) : 1. 32 (d, 6. 4Hz) &1. 42 ( 
d, 6. 4 Hz) &1. 56 (d, 6. 4 Hz) /h-^M'3H, 2. 20 ( 
s) &2. 32 (s) &2. 34 (s) / h-*^3H, 4. 0 6 (q, 6. 
4Hz)&4. 08 ( d , 6. 4Hz)&4. 81 ( d , 6. 4Hz) / h-^ 
^1H, 6. 7 0 - 7. 8 0 (m, 9 H) . 

19 F-NMR (CgFg, CDC 1 3) : 1 0 3. 7, 1 0 2. 0, 1 0 1. 9. 
[0 0 7 4] 

*9J-Jl 4mUC, IIMl-e^lL^^^ (3 a) (DttMR 
1. 42g (4. 8 9 mmo 1 , leq) 0°C{CM^, zMfrffcjft* 

J^hU^A 0. 4 2g (10. 9 7mmol, 2. 24 eq) &Jn*., ft£L 

^hizmux^e 2wmmnLr^ 0 Ri&m&miz 1 w&m7kmm*jja 

[0 0 7 5] 
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Ut 2 1 ] 

Ph 

CF^HN^Me 

Me [ 4a ] 

[0 0 7 6] 

T'TjkZtl&ft^ffiVk-MT^y (4a) ©fiM 1. 5 3g=M#£ 0 
5 6%. 5 9:41 "e&o£ 0 

^i/t-i/y^fl/tV-^H-NMR (TMS. C D C 1 3) : 1. 2 6 ( d 
, 6. 8Hz, 3H), 1. 36 (d, 6. 8 Hz, 3 H) . 1. 57 (br. 
1 H) . 3. 48 (q, 6. 8Hz, 1H) , 4. 06 (q, 6. 8Hz, 1H 
) , 6. 7 0 - 8. 0 0 (m, 9 H) . 

V^t-^TXfWV-C^-NMR (TMS. C D C 1 3) : 1. 2 6 (d 
. 6. 5Hz. 3H). 1. 32 (d. 6. 5Hz, 3 H) , 1. 57 (br. 
1 H) . 3. 63 (d, 6. 5Hz, 1 H) , 4. 33 (q. 6. 5Hz, 1H 
) , 6. 7 0 - 8. 0 0 (m, 9 H) . 
[0 0 7 7] 

3miic, mmm 1 -emm. u t-ft&m&j $ y oa) <D*am& 

878mg (3. 02mmol) £ 5 %n=y V7 A/fgffi^ ( 5 0 
17. 3mg (211%) fcftl*., 7Kf^J±£0. 5 M P a fCtgJt U 601C7f 

[0 0 7 8] 
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[ft 2 2 ] 

CF 3 NH 2 

Me [ 5a ] 

[0 0 7 9] 

(5 a) ©ffi^i»s:#fc 0 mm&mx^mnm (t&a&®a 

: b) ^ft^MMli, 3f^;bG CJC J: »J8M£U ^4x^*1100%, a : b = l 
: 9 9, 5 0%e ef^ofe, 

1 H-NMR (TMS, CDC1 3 ) : 1 . 41 (d, 6. 6Hz, 3H) , 1. 
56 (br, 2H) , 4. 56 (q, 6. 6Hz, 1 H) , 7. 33 (t, 7. 
9Hz, 1H) , 7. 57 (t, 7. 9Hz, 1H) , 7. 61 ( cU 7. 9H 
z, 1 H) , 7. 74 (d, 7. 9Hz, 1 H) . 
[0 0 8 0] 

h;i/x> 2 7 m 1 ic, ^^-h'J7Mn^f;i/7i-jMWh> 5. 

02g (2 6. 7 0mmol, leq), (S)-l -7i-jI/lfjl/7^ > 
3. 67g (30. 3 3 mmo 1 , 1. 1 4 e q) £&ftM$G 0. 1 1 g (0 
. 8 1mmol. 0. 03eq) &»#U 8 ^RliDKftJg^ L, SI -5 s 

, 1. 5NJ^ftT>=E-^A*MT'3tii, m&mmmiz. 

[0 0 8 1 ] 
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[ft 2 3 ] 



Ph 



CF 3 




Me [ 3b ] 



Me 



[0 0 8 2] 

T?a*3*l-63feS**Stt-f ^ y (3 b) ©iffi£j&% 8. 2 2g^L 0> 
SEift^sti, 3f^;bGClCj: im^U 9 6Wofe. ffl^^fttt, S&lCffifJJ 

1 H-NMR (TMS, CDC1 3 ) : 1. 5 4 (d, 6. 6Hz, 3 H) , 2. 
29 (s, 3H) , 4. 85 (q, 6. 6Hz, 1H) , 7. 24 (t, 7. 8 
Hz, 1H) , 7. 34 (t, 7. 8Hz, 2H) , 7. 46 (d, 7. 8Hz 
, 2H), 7. 49 (t, 8. 0Hz, 1H) , 7. 63 (d, 8. OHz, 1 
H) , 8. 03 (d, 8. OHz, 1H), 8. 09 (s, 1 H) . 
[0 0 8 3] 

2 2m ^IM4t«b^f?Stt>f^> (3 b) <Z)i|fi£ 

8. 22g (25. 63 mmo 1 , 1 e q) SrjgJBU 0°CfC<£2«, * 
ift^^Ith'J^A 1. 0 7g (2 8. 16mmol, 1. lOeq) 

a> tost? 6. 7 5tr»ife 0 ^m^ic 1 NJtagft*?s?ft&aiiifriR/s 

[0 0 8 4] 



2 5 



ffill#2 001-3043318 



#2000—369007 



[it 2 4 ] 

Ph 
HN^Me 




[4b] 



[0 0 8 5] 

T?a*S*l*3te^*Ste— jRTS> (4 b) ffi£f»c«g^£: 
^7Xfl/t?-itlt =3p^;i/GClCj: »Jfcj£U ftlftll 0 0%, SS: S 
R=8 6 : 1 4-e&o£c *7A^DYh^77-f- (S/'Jj&^b 

% «X^;i/ : n-^\^r-9->=l : 6) JC J: 5 »g? & U 7, 1 1 

g (JR*9 5%) 

SSO^-NMR (TMS, C D C 1 3) : 1. 27 ( d , 6. 7Hz, 3 H) 
, 1. 28 (d, 6. 7Hz, 3 H) , 1. 57 (br, 1H) , 3. 43 (q 
, 6. 7Hz, 1H) , 3. 57 (q, 6. 7Hz, 1 H) , 7. 14-7. 5 
6 (m, 9 H) . 

SR© 1 H-NMR (TMS, C D C 1 3) : 1. 35 (d, 6. 5Hz, 3 H) 
, 1. 36 (d, 6. 5Hz, 3 H) , 1. 57 (br, 1H) , 3. 76 (q 
, 6. 5Hz, 1 H) , 3. 82 (q, 6. 5Hz, 1 H) , 7. 14-7. 5 
6 (nu 9 H) . 

[0 0 8 6] 

immm 6] *#-\*vyj]/*u* rjifc/jjafcm&M 

**J-fr 1. 5 m 1 tC, 5 tHil bfc^f?Stt - 17 ^ > ( 4 b ) 

(DmmSh 4 4 Omg (1. 5 Ommo 1) £ 5 %/\°^ V V A/^ffijg* (501 
8. 8mg (211%) zKHtffi&O. 5 M P a iclgjt U 



2001-3043318 



#2 000 — 369007 



[0 0 8 7] 



lit 2 5 ] 




NH 2 



CF 3 



Me [ 5b ] 



[0 0 8 8] 

VrnZftZ (S) - l- (^^-h'j7;i/tn^f;i/7x^;v) ^jiy^y ( 
5 b) ©ffl£jM/£#£ 0 M£.f&®(DMMm, ^JMt©Mtt a : 

b) tyt^Umit. *c^)lGCiZ£i)W;%.L, ^n^m 6%. a : b = 3 : 9 
7, 7 2%e e "efeofe„ 

X H-NMR (TMS, CDC1 3 ) : 1. 41 (d. 6. 7Hz, 3H) , 1. 
55 (br, 2H) , 4. 20 (q, 6. 7Hz. 1 H) , 7. 40-7. 59 
(m, 3H) , 7. 6 1 ( s. 1 H) . 
[0 0 8 9] 

h;i/X> 2 7 m lie, A t 7-h , J7;i/tD^f;i/7xc;MfMh> 5. 
02g (2 6. 7 0mmol, leq), (S)-l - 7 JIT * y 

3. 67g (30. 33 mm o 1 , 1 . 1 4 e q ) £8MbJE$& 0 . 1 1 g (0 
. 8 1mmol. 0. 03eq) SMU 1 5 B^B^MSfe U I![£-f £ 

m, i. 5 NdftT^^-^MMta m, 1 mmw\^t=. a m&mmm\$ 

[0 0 9 0] 



{UE#2 001-3043318 



#2000—369007 

[11:2 6] 




[0 0 9 1 ] 

T?3*3*l*5fe^?Sffi>f ^ y (3 c) <DM£.f&m 8. 2 0g^fc o 

|gg|^Sti, Jr7;bGC{C<fc'J^U 9 9%t^ofc ffi£/*&l±, £<Dtc2fi|$g 

1 H-NMR (TMS, CDC lg) : 1. 54 (d, 6. 6Hz, 3 H) , 2. 
29 (s, 3H) , 4. 85 (q, 6. 6Hz, 1H) , 7. 24 (t, 7. 6 
Hz, 1H) , 7. 34 (t, 7. 6Hz, 2 H) , 7. 46 (d, 7. 6Hz 
, 2H) , 7. 63 (d, 8. 3Hz, 2H) , 7. 94 (d, 8. 3Hz, 2 
H) . 

[0 0 9 2] 

^ * y 2 2ml jc, HSfeM7 T?3S3tLfcft3**Sffi>f ^ > (3 c) 
Je£% 8. 20g (2 6. 4 3 mmol, leq) &t§fl¥U 0°CtCiW^, # 
ift^^ith'J^A 1. 06g (2 7. 8 9 mmol, 1. 06eq) 

Bjai-e5. 5!$r»£PL& 0 ££Sii-£$ttC l NMfc(K«tt&fln*T i Rj&<& 

[0 0 9 3] 



ffiIE4# 2001-3043318 



#2 000 — 369007 

lit 2 7 ] 

Ph 
HN^Me 




[4c] 



[0 0 9 4] 

^T^l/^V-jtli, 3r^/l/GClC«fc U&JfeU -£jft-?Mx 1 0 0 %, SS:S 

r=8 4 : 1 6T*&ofc„ £ % izmmznti-fMmftM^m ^^r=. 

a 

SSffl^-NMR (TMS, CDClg) : 1. 27 ( d , 6. 6Hz, 3 H) 
, 1. 29 (d, 6. 6Hz, 3H) , 1. 59 (br, 1H) , 3. 45 (q 
, 6. 6Hz, 1 H) , 3. 57 (q, 6. 6Hz, 1 H) , 7. 12-7. 6 
7 (m, 9 H) . 

SR^H-NMR (TMS, CDClg) : 1. 37 (d, 6. 8Hz, 6H) 
, 1. 59 (br, 1H) , 3. 76 (q, 6. 8Hz, 1 H) , 3. 84 (q 
, 6. 8Hz, 1H), 7. 12-7. 67 (m, 9H). 
[0 0 9 5] 

*ZJ-)\s 1. 5ml JC, »j8tliltmfclr5> (4 c) 
<Z>ffi£f&% 440mg (1. 50 mm o 1 ) 5 V *J A/vS'K^ (50 

**%#*) 8. 8mg (211%) Tfrm&ZO. 5MP aizm&L 

, 6o°cT-i2. 7mmmwLt^ 0 g^Tist^^Mi, mm. mq&m 

[0 0 9 6] 



ffiliE#2 001-3043318 



#2000—3690 0 7 



Hfc 2 8 ] 




NH 2 



Me [ 5c ] 



CF 3 



[0 0 9 7] 

Tf^Sti* (S) - l- (/^-h^JWn^fji/?!-;!/) xf;b7 5> ( 
5 c) ffl£f£&(Z>£SI3S, 3JWT&«T?<B3hWtt (i!0a : 

b) fc3fe3*Mi£tiU 3f ^I/GCfCj: U&5feU ^Jl^Jl 5 8%, a : b = 3 : 9 
7, 6 8%e e T?&ofco 

^ H — NM R (TMS, CDC1 3 ) : 1. 40 (d, 6. 8Hz, 3 H) , 1. 
60 (br, 2H), 4. 19 (q, 6. 8Hz, 1H), 7. 46 (d, 8. 
2Hz, 2H), 7. 59 (d, 8. 2Hz, 2 H) . 
[0 0 9 8] 



3 0 



2 001-3043318 



#2000—369007 



mm: 



i 



ffi|E#2 001-3043318 



#2000—3 69007 



ffi £ A 



M%m^ [000002200] 
1 . ^J€^£ B 1 9 9 0^ 8^243 

ft ffi lUPm^fflSrt^«»^ffi5 2 5 3#ifi 



1 



£$E#2 001-3043318 



